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l.\ (Thrice Amended) A 1, 3 -dioxolo- [4, 5-h] [2, 3] benzodiazepine 
compound V)f the formula I 




wherein 

A represents a Wdrogen atom, 
B means a hydrogen atom, 

stands for a group of the formula 

- (CH2)n-C0- (CH2)tn-R\ wherein 

R represents a haloXatom, a pyridyl group or a group of 
the formula -NR^R^ \ wherein 

R^ and R^ mean, ind^ependently , a hydrogen atom, a 
C3-6 cycloalkyl grWp, a C1-4 alkoxy group, an 
amino group, a \ phenyl group optionally 
substituted by one or\two Ci_4 alkyl group (s), a 
Ci-4 alkyl group whichy latter is optionally 
substituted by a phenyl \group or a saturated 
heterocyclic group having^ or 6 members and 
comprising 1 to 3 nitrogen atom(s) or a nitrogen 
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atom and an oxygen atom as the heteroatom, and 
lid heterocyclic group is optionally substituted 
by\a phenyl group which latter is optionally 
substituted by 1 to 3 substituent (s) , wherein the 
substit\^ent is a C1.4 alkoxy group, or 
and foVm, with the adjacent nitrogen atom and 
optional ly\ with a further nitrogen atom or an 
oxygen atom, a saturated or unsaturated 
heterocyclic group having 5 or 6 members, being 
optionally substituted by a phenyl group that is 
optionally substiVuted by 1 to 3 substituents, 
wherein the substi^ent is a C1-4 alkoxy group, 
n has a value of 0, 1 on 2, 



m has a value of 0, 1 or 2^ or 
A forms together with B a valence bond between the 

carbon atoms in positions 8\and 9, and in this case 
R^ represents a group of the formula 

-CO- (CH2)p-R^, wherein 

R^ stands for a halo atom, a phenoxy group, a C1-4 
alkoxy group or a group of t^e formula -NR^R®, 
wherein 

r"^ and R® mean, independently, a hydrogen atom, a 
guanyl group, a C3-6 cycloalkyl \roup or a C1-4 
alkyl group which latter is\ optionally 
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substituted by a phenyl group or a saturated 
heterocyclic group having 5 or 6 members and 
contt)rising one or more nitrogen atom(s) or a 
nitrogen and an oxygen atom as the heteroatom, 
whereirk the phenyl group is optionally 
substituted by 1 to 3 identical or different 
substituent^fs) , wherein the substituent is a 
Ci-4 alkoxy group, or 

and form together with the adjacent nitrogen 
atom, an oxopyrrolidinyl group, a phthalimido 
group, or a saturated heterocyclic group 
having 5 or 6 members and comprising one or 
more nitrogen atom(s\^or a nitrogen and an 
oxygen atom as the heteroatom, and said 
heterocyclic group is optionally substituted 
by 1 to 3 identical or different 
substituent (s) selected \rom the group 
consisting of a hydroxy group )\a phenyl group, 
a phenoxy group, a phenyl (Ci. 4 alxkyl) group or 
a phenoxy (Ci-4 alkyl) group, wherein in case of 
the substituents listed the phenyl Vr phenoxy 
group is optionally substituted by\ 1 to 3 
identical or different substituent (s) , Wherein 
the substituent is a halo atom or a C1-4 alkoxy 



r2 
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jroup, and, in case of the phenoxy(Ci-4 alkyl) 
gfoup, the alkyl group is optionally 
substituted by 1 or 2 hydroxy group (s), 
p has a Value of 0, 1 or 2, 

stands for aViitro group, an amino group or a (C1.4 
alkanoyl) amino\group, with the proviso that 

1) if A forms together with B a valence bond, 
stands for a ri^tro group or an amino group and 
p has a value ofv 0, then R^ is different from a 
Ci-4 alkoxy group, 

2) if A forms together^ with B a valence bond, R^ 
stands for a nitro group or an amino group, p 
has a value of 0 or \ and R^ represents a 
group of the formula -NR'^R^, then one of r' and 

8 • ■ \ 

R IS different from a hydrogen atom or a €1-4 
alkyl group, 

3) if each of A and B stands for a hydrogen atom, 
n and m have a value of 0, thenXone of R^ and 
R* represents a hydrogen atom, andVhe other of 
R^ and R* is different from a hydrogen atom, a 
phenyl group or a C1.4 alkyl group, and 
if each of A and B stands for a hydrogen atom, 
n has a value of 0, m has a value of A or 2, 
and one of R^ and R" stands for a hydrogenVatom 



4) 
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orNa Ci-14 alkyl group, then the other of and 

is cn^f^erent from a hydrogen atom or a C1-4 
alkyl group, 

5) R is other than a cl^orine atom; and with the 
further proviso that 



6) 



and R^ cannot form witPK the adjacent 



nitrogen atom a pyrrolidine group, 
and pharmaceutically suitable acid additionX salts 
thereof . 



9. (Twi est Amended) A pharmaceutical composition comprising a 
-dioxolo- [4, Svh] [2 , 3] benzodiazepine compound of the formula I 




wherein 

A represents a hydrogen atom, 
B means a hydrogen atom, 
R^ stands for a group of the formula'^ 



6 
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VCH2)n-C0- (CH2)„-R, wherein 
R represents a halo atom, a pyridyl group or a group of 
the formula -NrV, wherein 

an^R^ mean, independently, a hydrogen atom, a C3.S 
cyc]>^lkyl group, a C,., alkoxy group, an amino 
group,\a phenyl group optionally substituted by 
one or two^Ci.4 alkyl group (s), a C^.^ alkyl group 
which is optionally substituted by a phenyl group 
or a saturated^^heterocyclic group having 5 or 6 
members and comprising 1 to 3 nitrogen atom(s) or 
a nitrogen atom\and an oxygen atom as the 
heteroatom, and skid heterocyclic group is 
optionally substituted\by a phenyl group which is 
optionally substituted Xy i to 3 substituent (s) , 
wherein the substituent is\a C^., alkoxy group, or 
R^ and R^ form, with the adjacent nitrogen atom and 
optionally with a further nitrogen atom or an 
oxygen atom, a saturated \ or unsaturated 
heterocyclic group having 5 or ^members, being 
optionally substituted by a phenylXgroup that is 
optionally substituted by 1 to 3 sUbstituents, 

wherein the substituent is a C^., alkoky group 

\ 

n has a value of 0, 1 or 2, \ 
m has a value of 0, 1 or 2, or 
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forms together with B a valence bond between the 
carbon atoms in positions 8 and 9, and in this case 
presents a group of the formula 
l^CH2)p-R^ wherein 

s^nds for a halo atom, a phenoxy group, a C1-4 
alkes^y group or a group of the formula -NR''R^ 
where J 

and R^ n^^an, independently, a hydrogen atom, a 

guanyl gr^p, a C3-6 cycloalkyl group or a Ci_4 

alkyl group) which latter is optionally 

substituted bV a phenyl group or a saturated 

heterocyclic grSup having 5 or 6 members and 

comprising one oAmore nitrogen atom(s) or a 

nitrogen and an oxy^n atom as the heteroatom, 

wherein the phenylV\ group is optionally 

\ \ 

substituted by 1 to 3 ^d^ntical or different 
substituent (s) , wherein \he substituent is a 
Ci_4 alkoxy group, or 

and R^ form together with the adjacent nitrogen 

\ N 

atom, an oxopyrrolidinyl group, \kph thai i mi do 
group which is optionally substituted, or a 



saturated heterocyclic group havii 



5 or 6 



members and comprising one or more ^itrogen 
atom(s) or a nitrogen and an oxygen ^om as 
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me heteroatom, and said heterocyclic group is 
o^ionally substituted by 1 to 3 identical or 
different substituent (s) selected from the 
group Consisting of a hydroxy group, a phenyl 
group, k phenoxy group, a phenyl (Ci_4 alkyl) 
group or ^phenoxy (C1-4 alkyl) group, wherein 
in case of the^ substituents listed the phenyl 
or phenoxy group is optionally substituted by 
1 to 3 identical\pr different substituent (s) , 
wherein the substituent is a halo atom or a 
Ci_4 alkoxy group, \ and, in case of the 
phenoxy (Ci_4 alkyl) group, the alkyl group is 
optionally substituted \by 1 or 2 hydroxy 
group (s) , 

has a value of 0, 1 or 2 , 
stands for a nitro group, an amino group or a 
(Ci_4 alkanoyl) amino group, with the proviso 
that 



1) if A forms together with B a valence bond, 
stands for a nitro group or an amino group and 
p has a value of 0, then R^ is different from a 
Ci_4 alkoxy group, 

2) if A forms together with B a valence bond, R 

\ 

stands for a nitro group or an amino group, p 
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has a value of 0 or 1, and represents a 
jroup of the formula -NR*^R^, then one of R*^ and 
R°\Ls different from a hydrogen atom or a Ci_4 
alky\ group, 

3) if eachN^of A and B stands for a hydrogen atom, 
n and m l^ave a value of 0, then one of R^ and 
R^ represent^ a hydrogen atom, and the other of 
R*^ and R^ is different from a hydrogen atom, a 
phenyl group or\a Ci_4 alkyl group, 

4) if each of A and B stands for a hydrogen 
atom, n has a value V>f 0, m has a value of 1 
or 2, and one of R^ and R^ stands for a 
hydrogen atom or a C1-4 a\cyl group, then the 
other of R^ and R^ is diffei^nt from a 
hydrogen atom or a Ci-14 alkylNgroup, and 

5) R^ and R^ cannot form with \ the adjacent 
nitrogen atom a pyrrolidine group, 

or a pharmaceutical ly suitable acid addition sVlt thereof 
as the active ingredient and one or more conv^entional 
carrier (s) . 



16. (Thrice Am^s:tded) A method of treatment in which a patient 
suffering from epilepsy or being in a state after stroke is treated 
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withU non-toxic dose of a 1, 3-dioxolo- [4, 5-h] [2 , 3] benzodiazepi 
compouhd of the formula I, 



ne 




wherein 



A 
B 



represents a hydi?bgen atom, 
means a hydrogen atWi, 
stands for a group ofXthe formula 
- (CH2)n-C0- (CH2)m-R, wherein 

R represents a halo atom,\a pyridyl group or a group of 

the formula -NR^R'', whereUn 

R^ and R* mean, independently, a hydrogen atom, a 
C3.6 cycloalkyl group, a\ci-4 alkoxy group, an 
amino group, a phenylX group optionally 
substituted by one or two CiAalkyl group (s), a 
Ci-4 alkyl group which lattei: is optionally 
substituted by a phenyl group iar a saturated 
heterocyclic group having 5 or sX members and 
comprising 1 to 3 nitrogen atom(s) oAa nitrogen 
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yatom and an oxygen atom as the heteroatom, and 
sSd.d heterocyclic group is optionally substituted 
by ^ phenyl group which latter is optionally 
substituted by 1 to 3 substituent (s) , wherein the 
substitlaent is a C1.4 alkoxy group, or 
R' and R* forV with the adjacent nitrogen atom and 
optionallyWth a further nitrogen atom or an 
oxygen atorrlv a saturated or unsaturated 
heterocyclic gi^up having 5 or 6 members, being 
optionally substituted by a phenyl group that is 
optionally substituted by 1 to 3 substituents, 
wherein the substituent is a C1.4 alkoxy group, 
n has a value of 0, 1 or 
m has a value of 0, 1 or 2, \ or 
forms together with B a valence bond between the 
carbon atoms in positions 8 arid 9, and in this case 
R^ represents a group of the formiila 
-CO- (CH2)p-R% wherein 

R^ stands for a halo atom, a pheripxy group, a C1.4 
alkoxy group or a group of the Vormula -NrV, 
wherein 

R' and R* mean, independently, a hydrdgen atom, a 
guanyl group, a C3-S cycloalkyl grou\ or a Ci-4 



A 



yi>jup. or a l.] 
alkyl group which latter is optionally 
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substituted by a phenyl group or a saturated 
Jterocyclic group having 5 or 6 members and 
conWising one or more nitrogen atom(s) or a 
nitroW and an oxygen atom as the heteroatom, 
whereinXthe phenyl group is optionally 
substituted by 1 to 3 identical or different 
substituent(^, wherein the substituent is a 
Ci-4 alkoxy group, or 

and R« form together with the adjacent nitrogen 
atom, an oxopyrrolfdinyl group, a phthalimido 
group, or a saturated heterocyclic group 
having 5 or 6 membersXand comprising one or 
more nitrogen atom(s) dr a nitrogen and an 
oxygen atom as the heteroatom, and said 



heterocyclic group is optionally substituted 
1 to 3 identical \ or different 

consisting of a hydroxy group, aNphenyl group, 
a phenoxy group, a phenyl (C1.4 alkV) group or 
a phenoxy (C1.4 alkyl) group, whereinVn case of 
the substituents listed the phenyl o\ phenoxy 
group is optionally substituted by i to 3 
identical or different substituent (s) , wherein 
the substituent is a halo atom or a C1.4 a\koxy 
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jroup, and, in case of the phenoxy(Ci-4 alkyl) 
gr^up, the alkyl group is optionally 
sub^ituted by 1 or 2 hydroxy group (s), 
has a Value of 0, 1 or 2, 

stands fisr a nitro group, an amino group or a 
(Ci.4 alkanWl ) amino group, with the proviso 
that 

if A forms tog^her with B a valence bond, 
stands for a nitr^ group or an amino group and 
p has a value of 0,\then is different from a 
C1.4 alkoxy group, 
if A forms together with B a valence bond, R^ 
stands for a nitro groupXor an amino group, p 
has a value of 0 or 1, ^d R^ represents a 
group of the formula -NR'r^, then one of r' and 

8 • • \ 

R is different from a hydrogen atom or a Ci-4 
alkyl group, \ 

if each of A and B stands for a hydrogen atom, 
n and m have a value of 0, then one\of R^ and 
R* represents a hydrogen atom, and the other of 
R^ and R* is different from a hydrogen atom, a 
phenyl group or a Ci.i4 alkyl group, 
if each of A and B stands for a hydrogen \ 

atom, n has a value of 0, m has a value of \l 

\ 

\ 
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or 2, and one of and stands for a 
hydrogen atom or a Ci-14 alkyl group, then the 
other of R^ and r" is different from a 
hydrogen atom or a C1.4 alkyl group, 
R^ and r" cannot form with the adjacent 
nitrogen atom a pyrrolidine group, and 
is other than a chlorine atom; 
or a pharkceutically suitable acid addition salt 
thereof . 



5) 



6) 



17. (Thrice Amended) V process for preparing a pharmaceutical 
composition suitable for th\ treatment of epilepsy or a state after 
stroke, characterized In that a 1 , 3 -dioxolo- [4 , 5 
h] [2, 3] benzodiazepine compoundXof the formula I, 




wherein 

A represents a hydrogen atom, 
B means a hydrogen atom, 
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stands for a group of the formula 
^{CH2)n-C0- (CH2)„-R, wherein 

presents a halo atom, a pyridyl group or a group of 
the\formula -NR^R*, wherein 

a^R* mean, independently, a hydrogen atom, a 
C3-6 >s;ycloalkyl group, a C^.^ alkoxy group, an 
amino \group, a phenyl group optionally 
substituted by one or two C,., alkyl group (s), a 
C1.4 alkyl \group which latter is optionally 
substituted W a phenyl group or a saturated 
heterocyclic gz^up having 5 or 6 members and 
comprising 1 to knitrogen atom(s) or a nitrogen 
atom and an oxygen\atom as the heteroatom, and 
said heterocyclic gro\p is optionally substituted 
by a phenyl group whA;h latter is optionally 
substituted by 1 to 3 sub^tuent (s) , wherein the 
substituent is a C1.4 alkoxyXgroup, or 
R^ and R^ form, with the adjacentXnitrogen atom and 
optionally with a further nitAoen atom or an 
oxygen atom, a saturated oX unsaturated 
heterocyclic group having 5 or 6 members, being 
optionally substituted by a phenyl gr\ip that is 
optionally substituted by 1 to 3 subslituents, 
wherein the substituent is a C1.4 alkoxy ^roup, 
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n has a value of 0, 1 or 2, 
m\has a value of 0, 1 or 2, or 
A fofr^ together with B a valence bond between the 
carbo\ atoms in positions 8 and 9, and in this case 
represents a group of the formula 
-CO- (CH2)p\R^ wherein 

R' stands V,r a halo atom, a phenoxy group, a C1.4 
alkoxy group or a group of the formula -NrV, 
wherein 

R' and R« mean, inc^pendently, a hydrogen atom, a 
guanyl group, aVa.g cycloalkyl group or a C1.4 
alkyl group whVh latter is optionally 
substituted by a phenyl group or a saturated 
heterocyclic group ha\ing 5 or 6 members and 
comprising one or more Wtrogen atom(s) or a 
nitrogen and an oxygen ato\ as the heteroatom, 
wherein the phenyl grou\ is optionally 
substituted by 1 to 3 identical or different 
substituent(s) , wherein the sub\tituent is a 
Ci-4 alkoxy group, or 

and R« form together with the adjacen\ nitrogen 
atom, an oxopyrrolidinyl group, a phtkalimido 
group, or a saturated heterocyclic \group 
having 5 or 6 members and comprising on^ or 
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1) 



\ more nitrogen atom(s) or a nitrogen and an 
Vxygen atom as the heteroatom, and said 
h^erocyclic group is optionally substituted 
Y to 3 identical or different 
substituent(s) selected from the group 
consisting of a hydroxy group, a phenyl group, 
a phenoxyXgroup, a phenyl (C1.4 alkyl) group or 
a phenoxyCcU alkyl) group, wherein in case of 
the substitu^ts listed the phenyl or phenoxy 
group is optiemally substituted by 1 to 3 
identical or different substituent (s) , wherein 
the substituent is\a halo atom or a C1.4 alkoxy 
group, and, in case \f the phenoxy (€1.4 alkyl) 
group, the alkyl Woup is optionally 
substituted by 1 or 2 hydroxy group (s), 
has a value of 0, 1 or 2, 

stands for a nitro group, aX amino group or a 
(C1.4 alkanoyl) amino group, w\th the proviso 
that 

if A forms together with B a vaAnce bond, R^ 
stands for a nitro group or an amirto group and 



\ 



p has a value of 0, then R« is different from a 
Ci-4 alkoxy group, 
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3) 



4) 



5) 



6) 
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if A forms together with B a valence bond, 
stands for a nitro group or an amino group, p 
has a value of 0 or 1, and R« represents a 
•oup of the formula -NR'r«, then one of r' and 
3^ different from a hydrogen atom or a C1.4 
alkylXgroup, 

if eachW A and B stands for a hydrogen atom, 
n and m h^e a value of 0, then one of R^ and 
R* represent! a hydrogen atom, and the other of 
R' and R* is dkferent from a hydrogen atom, a 
phenyl group orV C^.^^ alkyl group, 
if each of A and ^stands for a hydrogen 
atom, n has a value \f 0, m has a value of 1 
or 2, and one of R^ an\ R* stands for a 
hydrogen atom or a C^.^ aWl group, then the 
other of R^ and R^ is diffe\ent from a 
hydrogen atom or a C1.4 alkyl Voup, 
R is other than a chlorine atom\and with the 
further proviso that 

R' and R^ cannot form with the\adjacent 
nitrogen atom a pyrrolidine group. 



or a pharmaceutically suitable acid addition salt thereof, together 
with one or more conventional carrier (s), is converted Vo a 
pharmaceutical composition. \ 



